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BASIC ABSTRACT: 

EP 1454896 A UPAB : 20041006 

NOVELTY - p-Aminobenzylidene malonic acid derivatives (I) are new. 

DETAILED DESCRIPTION - p- Aminobenzylidene malonic acid derivatives of 
formula (I) and (II), are new, except for 2- (4- 
acetamidobenzylidene) malonic acid. 

XI = H, COR3, S02R3 or COOR3 ; 

X2 = COR3aCO, S02R3aS02 or COOR3aOCO; 
R2 = 1-8C alkyl; 
n = 0 - 2 ; 

R3 = 1-30C alkyl or 3-30C alkenyl optionally interrupted by O, N or 
Si heteroatoms (both optionally substituted by at least 1 OH) , or 
optionally substituted 6-20C aryl / 

R3a = 1-30C alkylene or 3-30C alkenylene optionally interrupted by O, 
N or Si heteroatoms (both optionally substituted by OH) , and 



A = alkali metal, NH4 , 1-20C mono-, di- or tri -alkylammonium, 2-20C. 
mono-, di- or tri -alkanol ammonium or 5-8C quaternary nitrogen 
heterocyclyl . 

INDEPENDENT CLAIMS are also included for: 

(1) preparation of (I) , and 

(2) a cosmetic or dermatological composition for photoprotection of 
keratinic materials, which comprises at least one compound (I) or (II) in 
a carrier. 

USE - Useful as UV filters in cosmetic or dermatological 
compositions, as agents for controlling UV-induced variations in skin 
color in cosmetic compositions, and as photostabilizers for synthetic 
polymers or glass (all claimed) . 
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C 3 o 7^'J^7^^*'Jv- ;*'';r^U)VT5 K», 0!)x.tff-fefc: * >ttCSEPPI 
C)^(b-t fc?^MSepige"l)3 0 5 O^^^MtcS *Lf^4, #'J7^'J^7? KC, , -C 
, 4 -f y -i > t 9 *? (laureth)-7 (D^-^frZ/ a >> AMP S^^^^'Jv-X 

a *° y ^ - , fnj ^ 9 U 7 > h *± (Clariant)^ h WM $ ftT v> & * ^ * -tr y > (Hosta 
cerin)AMPS, LfcXtt*g£1£<a-k >vn - ^S^V7- 2T A , ^Jx-lfk Fn^-> 
7"n k';v^T-75TA N jrf^jvt: Kn ^yifJv-b;VD -.x&U^ Kn^fy7*nt>^f jv 
^r^V ^ >/TA, x7 o ->MAerosi1)? >f -f<r>-i-J * - \ )V^r^X <Dz/V 

[0 0 3 0] 
[0 0 3 1 ] 

v'a ><a»ft£*l2Lrt:4£*fc J: *) Pft-f & i t &X § S o 
£<7)M;feli. UK, f-XliH^iv^^g >(0/W> W/0> O/W/OXIiW 

j|a^!^^x-7;v-> g ^TMffi, ^O^ft |>t>#-A(BangharnX X 

*>7*<f ? (Standi sh)& 0^7 > 3r (Watkins), D. MoT . Biol. 13, 238(1965), \k 
3 1 5 9 9 l-f-Xt/ftS^^Z 4 1 6 0 0 8f] 

[0 0 3 2 ] 

fliJKXfiv#^^^|!cX(iSrSL^#^ *^tt^/Mft#4Mft«©^»v X(ixv;u-> 
^>^ }f $ L < {iTK^^Mx^^v- g ><7)#I^ m?L\$* y - AXti5 ;v^> Xlifis 
^y-i^T , )^^ *jrVHr4fr* llxr^'^, x7V*-^7*-AXli 



C16) 
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Xfi**>k > h t> jc- 7*XJ±* h >- Mfco'fc XJi^S^IRrfeXli 

Kfe<oyi:*<oj|aj*«*flij«Ll»*o 
5Hmxtt««l?rc*F#L#*o 

[0 0 3 3] 

7K*@C#lc^7)c'tt^^^J^^-rs){i> ^S^K^LT, -ttfl!iK5 011% 
~~ 9 511%, Ut b< \tl 0lt%-9 olf%, iffl(ti:Sittoil»j^^ft 
:£&fifc& fc*j-LT\ 5St%- 5 0fi*%> $ff L < 1 0il%~ 3 0fi*% 
> C*)SL-fb#J CM) ti^ 0. 5li%~2 0lf%, 0tL<M2S.& 

%~ i oli%-e$^o 

[0 0 3 4] 

ttz*%w\±, mnm.mffi.mt ito, <b*Sa D nX(i&*fflM^^fett^>±^L^^:c 
i >x i* c 2 wt&m v>%tm zmm-r & & <r> -e& * e 

4fcS6>fc*5M8HU 2T X li "7 9 'J ffo^l/>XX 

lis:/** hl^XofcfcOSfcftfe-ftofflfc LTO, ±JELfcSC 1 >X«t(2 ~)<Dit&®<D®. 

[0 0 3 5 ] 

[ft 7 ] 




NH 2 



. 4 2mo D^Atl^o i^fWAfe^4 OtKlDlt^o 7 0 t;£jgx.&v> «fc 
1 5 ^±MT, vn>SS:/!?Lf oA*LSC8 3 . 4 g, 0. 8 m o 1 )o 
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±MT, />LfoAtl^)C9 7 g> 0. 8 mo Do -ttttO 9 0 TJ-e«#L 

;w£A*U£#&o 2 0 0 m 1 CM V^ot'^TJ^-J^ 2 Bf K 5 0 fr&±fr\iX X 

*£T> P 2 Os ±-C^$^r^t i"*, t^/^^-il^L^:2 10g()K 

$: 70 %)cd^^J i <7)£j& f, tt7t : 

UVCzK) A ma ,=305nm e mai =16840 E, » = 446 
[0 0 3 6 ] 

Ufo®\2 : 2 -( 4 -7 ?v ^ > -7 'j f » v n >sz t h 'J •) a J|<?)ig : 

[ft 8] 



mt-T h V AC3 5 %3^07R^k^- h V * AtMM£ 2 0 0 m U l. 7 5mol)£ 
> ^#L^t&*>*£>. 9 OX- 7 0t;oSJ£-ei 5frJ^-t^tTAtt&o ^^1^4 or 
tXtfrip-r&o 7 0 0 m 1 <DJ-t> J -;v?r^lJPL> SJ&*S<S^£Frit No.3-cj£ig-r& 0 
W^m^^ts: <t ! d 5 0 0 ml <7>7Ktc^S;t9 AtU *ii!i-&o itt{cj: »9 ^tr 5 gO» s # 

«btt, z.ti*mm-f2>o mmz^vmsv^frt -ciil, 95 0 

kZ.Z>, It-feO/N-^ F-ftm* ttz 14 0 gCJCH^ : 7 0 %)<7)^lifc£!l2 <D h ft 

tz : 

UVCfc) A ma ,=305nm e. , , = 1 6 8 3 0 E, , = 670 
[0 0 3 7] 

$kffim3 : 2 -(4 -7 5 / ^ > y 'J f v n y f r * 'j a j|<^it : 

[it 9] 



0 0 m 1 <D 9 6 S-frK 8 5 %<O^Mitf) U ^ A(l 1 4 g, 1. 7 5mo 1 )ti 

Mmttz-mm*. mwLmi%&b, 9 o*c-7 o'cozag-ci 5fr&±frvxmx-tz> 

o il^£4 0 "Ct -r^*Pi-^>o 7 0 0mlO9 6 y - L> KJEfcig-g-ftSr 




NH 2 



coo- 




NH 2 
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Frit No.3-eiatfi-r& 0 mj&®*&%< H 5 0 0m] <Q&KM*) \ «fi-r*o Mm 
*Z<D&m;<D¥fr$ L, 5 0 0 ml <?M V /nV - J^i»U ^jftttSTttAtt 

£«o »®U »^T> P 2 0 5 ifcfcfe^** ^-JB^* Lfc 

2 0 5 g : 9 o %)<7?HiftF!l 3 <7>^fife^^#^ttyc : 

U V CjO A maiI =306nm e ma , =14050 E, » = 496 
[0 0 3 8 ] 

%MW)A : 2-C4-T-fehT5 v >J f»7n>r* U ^A^IU : 

lit 1 0 ] 




K+ 



0 0t|-e»5 o 7 0t^gx.*^J:-5 tat, 1 5OTlJL*»tT, vn> 

BESr^L-f oAtLS (1 0 . 4g, 0. 1 m o 1 X 

p-7-b>75 K^>X7JWft K(l 6. 3g, 0. lmo D^Lf^A^o fi 

«fJK* s *i*DUfc t § K> V 7" n k' ;v 7 ^ n - Atii&fe^ ( 1 t)o 2 0 m 1 ct? 
V^ne;UT^3-JV* 1 B#NUsUu&>»7TA*L*o ^WSr^^So 8 0 m 1 <D9 6 

-5§*»*Lfca7. 9 gOW : 8 6 96)<a**fc0!l 4©4^^W : 
UVOfc) A mai = 292nm e mai =16220 E, » =498 
[0 0 3 9 ] 

nnW5 : y 5 K^v v'J r/)7D>iz* y ? a&<*>»ij& : 

[<h l 1 1 




,(CH 2 ). 
H 3 C 



: ^9-9^ 'J juts ^>X7Jpft K©Wfi : 



(19) 
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A*l&o £tffc9 n-f ;K2 1 . 8g, 0 .. 1 m o 1 )> h } ) xf ;n 0 . 

lg, 0. lmo i)*X*l*o I^*l,2-V^nnx^>^ljE^-C4«flHij|llSfet 

it*5"J fcQSBtifcC H, C 1 • , , ov^tCH 2 C 1 , /M e OH 9 5:5 )fc«fc**n 
vf^77^-i:^lt^ti*> &fe(?);^f-n^l^3g(E$: 10%)^7- 

[0 0 4 0] 

^ 2 xfs : ^mim 5 <Dmmw<vmu : 

KCl g, 3 x 1 0" 8 mo 1 )SJ/2m 1 <D4 V 7n tf;WT fr'x - JV£ A*L& o fi-^te* 
9 0 'CC2 H^HBifl^i-*© ^-r^o 1 0mlO9 6 96^ ^ y - ;WC# y A ( 1 g)£v§ 

, ov^^T-C^^-frSo CLtiKJ:^ fife«D^litt«IS*LfcO. 6g( 
JCT : 4 5 %)o*ife#!l5 ^jfttoa^kfifc : 

UVCtK) A ma „=292nm e mi , =14010 E, » =422 
[0 0 4 1 ] 

• **fe^J 4 <Dit&m. 3 g 
•f^n^y b CDehsconetX^fiiStf) 3 9 0 7 g 

p°o ^"Cf y~sT tt Oensi a)# v t>fljii5c £ tl"CV*& -tr 
f ;i/Xf7'J jVT)V3-;vi:x. > ^ Mb -fe f- )V 
Xf7 U ;VT)Wn-)VC3 3 E OM:)<75 80/2 

ozi^t) 

• I S P ^ -tr 9 > > * (Gerasynth)C^^^) S 2 g 

77 - hS^y^r77 - h<7)^^^) 

• •tf JV7JV3-JV 1 . 5 g 

• ^ i> • - .=. > CDow Corning)^ f>DC 2 0 0 1.5g 

•^'J-fen-;p 1 5 g 



• Mt&7k ^#Srl.0 0gKt*i. 

[0 0 4 2 ] 



(20) 
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(51)Int.Cl. 7 F I 7* — 73- K 

A 61 K 7/06 A 6 1 K 7/04 

A 6 I K 7/075 A 6 1 K 7/06 

A 6 1 K 7/42 A 6 1 K 7/075 

C 0 7 C 231/02 A 6 1 K 7/42 

C 0 7 C 233/54 C 0 7 C 231/02 

C 0 7 C 233/54 

F 4C083 AB211 AB231 AB241 ACOH AC072 AC122 AC182 AC2U AQ31 AC422 

AC471 AC621 AC622 AC641 AC642 AC791 AC851 AD151 AD152 AD531 

BB04 BB05 BB06 BB07 BB21 BB41 BB44 BB46 BB47 BB48 

BB49 BB51 CC11 CC14 CC19 CC28 CC31 CC33 CC38 D008 

DD11 DD17 DD21 DD22 IX)23 DD27 DD28 DD31 DD32 (X)33 

DD39 DD41 EE01 EE07 EE17 EE21 FF01 

4H006 AA01 AA02 AA04 AB12 AB51 AB92 AC25 AC 53 BB14 BB31 

BE10 BD50 BS70 BU46 BV25 




Lb5S*: X, ItZTkMXteRs -CC=0)-****U X 2 «^-(C=0)-0-R ' 5 -0-(C=0)-4W>-ffiO***L/ 
, R 2 \*mmVlXitftffik<DC l -C. T;U*;U»£3IU nit 0/ 1X«2"C*1 R s {*m.mV3U*ft&Vi<D 
C -C. o T^*^*X«C. -Ca o TJl/*^H«f**U R'a B^ttXtt^ttttT— AS© C , -Ca o TA> 



